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[St ^3 l ] 

v« 7+ v ivii#si t n&ms fr+tz h mt*&$m „ 

[Is 2 ) 

[f§3fcj§ 3 1 

[W*«4] 
JfiHtteT*J 1 
[fit &3 5 1 

7* s? n"< 7* y-v-vmmmnWLihmttfm a * 2 «a±«y ^ rf - ->* 

7*f - y jw< 7+ *r~ -immm fcttttWH tv^.7^ 7*y--z 
[St ^sc 7 ] 

7* y if - lVB*ft**ttHMMMjM 0 

[Wio] 

«;^8a»nifeKj]iLai t 7* p )i"< 7* y - - ivr&t£& 10a v> l9o%<&t s * * 
y * 7* -y;^ 7* y-^-vm^m^WLiammmio 
1 1 ] 

[st^?s 12] 
[m#m. 1 3 ] 

JMMfcT#jT**ll*9(9 , 1 0 l 1 m>1*H*fc:fB8tf>S$iJo 
[flt3fcJ§ 1 4 1 

VftftfrK*** 9 s l 0 * fcli l l m>rn*fcfi*«tttt*«-9-f * c t £#® * t 
[oooii 

KIT*-* • 

[0 0 0 2] 

OGLP- l (glucagornlike peptf de-ltoTOmtSrMU Uf- 
JSifeCchronic rhinosinusitis)mt^lMtilKoDPP-IV^^tiMtiM^^ ^t*ife^J3&o?& 
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$ fc. GLP-loDPP-WK: J: &4^^T&&GLP-lC9-36)7 * KtfJfoH&Tttlfl 

4 fc msimwp- im&tfy* 3 - * * * * * * ->z k & ^ ts^-?* « c t *«« 

Sfcfc, CSffjfe,m^O-f >*-7iD>- a te&££v>t\ SlJ#fflT&&& (depressi 
on) (anxiety) oMflKfcAtDPP-B^fttwfiTi^ffllWi-ii £* s &£S*tT 

v»4 ##ff;fcji£3#JiR) o 

[0 0 0 3] 

[TOXK 1 1 S£&H*lK»2/062764#/<r./ 7 l/y h 

3 3 a^^H^M002/ 025eo^A> 

' mmXmi] V-7T~±Zf (The FASEB) % 2002^ gf*16& % p.U32-1134 
[#4MfcfcK2] 7* • i?*-*-* • *7* • 7* 3>*ny~ • x> K*?>f/oy 
-■T5'K^^#yXA (Am 3 Physiol Endocrinol Metab) N 2002^ £282^, p.E8 
73-E879 

3] *y*a.?--*-f*>f7f , J- (Mol. Psychiatry) , 2001# % 

, p. 475- 480 
[&IBtf>§§^J 

[0 0 0 4] 

*H93# tt , £#ftoDPP-iv?&te * a* HB*T iifc *<*#K toWUWi 

* S v> li a ;/ 7" 9 ^ 7 > * fc&ft S ft*0*> Hft*f&£-c* * fc 0 
[fSS£^&TS fc *>*>^ ft] 
[0 0 0 5] 

at***, Dpp-Tvmmmtmfc&Mfr?- t zmz-^fr^z ztKXvx, jffSe&K* 

I) ^7 , ^y^7 , f-^-*-3VB«fc^tt*^t*^i-*l8tlfceft)|| ; 
3) «*#i«)TO4fcttf&«ffl-c*iiOTBi) tfMn&w&m ; 

6 ) 7> y jw* 7*f - ^r-« - ivbm *3-*T s&ifcttsarj i 7"f - y 7> ^ 
-«-lVgI§ISI^^l-s^M4Sa^i:*m*^*?*T'5r&iflS5) fE«*>E§£ ; 

7) nm^^WSTttir&arffl-c^&iitrieB) f£itf>|ggi; 

8) jflL«fffiT^jr**iiie5) fB«*>gm; 

9) S^l^M?*^m«4'^7'f--y;V^yf-r--fe--IV|ttt*10*^ L90%#T£-£# 
1 0) «^8l^wmKJM*4'^7'f-^;^7'^^-^-IV?S14*lC«:^L90%«T$^ 

^7'f-^^^7'f-^-^-iviia§iig^«tmftii®S5^ : 

I I) «^in#w^e>8^wtCib^o-c, imtpv^f+v )\>*-7<f-y— fc*-iv*fi4£io 

12) «sm^^Kf /c»i^sSfflT**ffia9) > 10) itzkti 1) *>v>-r*i*fc?e* 
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1 3) jm«MtT»-c**trE9) > io) $ fctti i) *>v>i**i*fciB**>«« ; 

14) *AIMfeKtrie9) > 10) Sfcttl 1) OV*r*t*fcK*0»W*«*'f*Ci: 

[3&9J02&&] 
[0 0 0 6] 

< % iei!iI<DBRffl»-i»x.#^i:v>^^u*v^TfO>K'ttiJ«fc'y ? 3^7'9'f T> Steffi 
[0 0 0 7] 

#W*I#4>, DPP-IVa^Klli, DPP-IV [S£.{tmM**+%9A4! (IUBMB) K* 
ZfrM : EC3.4.14.5] 05»if»tt*|SMF-r4«#****1-«o Ktt 

«4IMfeTft*oTV»T*J:v». DPP-WE^fi, ft 

Mfl:#tarofc«K0PP-lV|B#«1fef:*i-* nJSttfWHW t*9TWv>. Sfcfc, 

DPP-IVB#flH*li, ||&ti^0£Ufe*lKEtt1-% rw*> K (R a ymo n 
d) &<D#ffi W7e-r«f-X (Diabetes) t 4 7t> 1253-1258 

1 9 9 8*) J *«JBLfc#*fcJ:»>i*B"r*ii:**-e§*o 
[0 0 0 8] 

DPP-IVgS#H (DMrftffl tLTIi, &T«>'ffrM& (1) ~ (8) jWif&fc*. 
( 1 ) W002/062764tC|2«? *Lfc5S : 



R 1 

(I) 

L-NH 2 



R 1 *ilFR' |iH-lfelJI*ot, 1l»?*LTv»r'bJ:v> J SMbjc#a6*j!stt1l*?*t 
Tv>T 

Xttlfrfr^ -0-, -S-, - SO-, -S0 2 -ifctt-HR* - (R * 
[0 0 0 9] 



Hfci] 

0 
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k, is^®> -?w>gu ?j->m, a^^Ss uvar®, ^>-tf> 
(I) -c^$*L&^niix toJoffl^-cfc^-cfc, frm®T$>'?xi>& <, ni^ 

[0 0 10] 

(fl^fcl - a) 

1) ->7/&; 

2) *;i/A^^;p^i^li*;i/**^->;i'l-c-eti'e4t^$itTv>T'b«tv>Ci. 10 T;i'# 

(04L<ttx^;i,) 4fcttC l .i,7>Hr-;i'g (04 L< li^x-^) ; 

3) H&?*LTv>T*> J:v>i* Kn*->g [04L<f±, *;w<*^f;i/g, 

lfcV>L3#oE&g£;£LTl/>T ! {>«i:v>.^|j:l~l O^T^^^rv'S (04 L 

4) T^/;i/S [04 L< liCi.gT**^-***-^ (04 L< li7*f-;w) > #.>wi 
tiZ l £v>L3'fl<Dit&&£#LTv>-c<(> iv^d-.T^/u) -jM"t*-f ;K3f 4 L< 

S*lTv»T*J:^'fit'ftJE**ai-*Ji/#-^ (04 L< libfo 'J i/-^*;!/^-^, 
<;->V#;i/#x;v) x Ci-,7*'**'.**'*-*' (04 L /W*^*-*) % c,_. 

(04 L< Ittf-frXfr? j -)i>) N C-.TA'S 
*2/-#;nKx>i/ (04L<£> h4r->* % f-**^/t*-f >w] ; 

5) tt&$ttTv>T<> «fcv>73 (04L<WU *A//t^^7?/) ; 

<fcv\££&i~i o*> 7 ******* (04 L< li^^f-*) ] ; 

*lTV>T<>«tv^C l ..7^^;^ (04L<tt>f-/K hV7WD^f;i/) „ 
v^3t % M^»2~8<^7;i'3^'>*;i'^-;v^ (04 t < ttx y *->#;i>:}?x;i<) % ~> 
7^g, % 75 yj, *7-4rbtt^-C 1 . 10 7^*7-<';i'75 (09 

^ 7W75;, >fy^v^y^A/7^) , C l . 1 ,7;i'3^'>-*jv^^7 5/ I 

W. * y**sl3)\'X-)VT5. S) . A*;^;i/7^S, *7 -4 fcttV-C,.,, 7 
7? 7) , C 9 , l4 7'J^^-*^^-;U75 7* («,'a*>^>7^) , C,_ 10 ^* 

n7;mr;v-*;w^~;i'7? C 7 . 1J 75;w4r;v^*->-*;v^^.;v75 y£> 
-4 7iliv ? -C 1 .ioT;i'*;u^>«/*-;P7 5yS (flk ^f-w^*-^?;, y^f- 

, C,. 14 7';-;W7.JW*~;V757^*J:a t Ci. e 7^3^->-3!; 
*/«*4*7 3 7^CWn > h + ^#^t*-f*75 yOj^fcgtfJt* 1 U 2<|@<0®& 
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V'J;K **-9-v f 7V , ;;K fh57'J^ kT'J-yjK b*n«;;i/ % h'j77 

4fcl*#£#&«3g» (04L<fciU *J**V4 y-f y f-jk 5-**y** 

8) 7?y>I; 

.*S>W**i* l£v>L2#?>g&&£#LTv>T*>J:v^y-eyil ; 

R , «li4'5:vaio^7^^i (04 t< iiwyyf-;w, J.*****') 4fc 
lt£l&4fcv>Ll OOV^ny^^TM^S (04 t < Jiv'* a 7n f-*) 

' R 1 * t ^ny> J R? (04b<*i7?*, &*) fiJilFCi-.TJl'** (04L<f;M?- 
A') a^3ttf*l* l£v>L2^0fi&££;#LTV>T<b«J:v>^&6~ 1 4<07'J-;i'& 

x 

[0 0 11] 

;w^-f;uS-c^tL^liS^?*LT^T'b«):^Cx.x.T^^^ (04 L < 4 
&aCi-„7/Hr-Jt'jt (iff t<lii^-^) ; 

fcJ:v\0tf&l~-l o 07^=1 (04 L<i*^ ; 3*>fc04L<l±. *^ 

3) 7-/JPS (0$ t < ii*;wt*^ ;k f-**;^^^ * ;u) ; 

4) «ft$*LTv>T<>J:v>&££& WiKIJ, Cx-,7**** (ff*L 

) ^ *^#^fy^ ^ft2-8^7;W3^'>*^'K-^ (jfH<lii|«^y*^ 
, yT^i, aJW^e-f /l/g, 75^$, - 4 fc*±-y-c 2 - l0 T^Jfry -< * 
7?^I (0!k r-tf-;w75^> -fy^>^y-f;i/7$y) , Cx. 10 7;w3^^-*;p^ 

">'- Ci.,0 7 - * ;^^-f ;i/7 5 y 1 (W, *-?-;i'#;i'>'^>f ;U7? >^ ~J**f-*< 
*;w<*4;w75>0 , C 6 . J4 7U^;u-*Ji'^-;i'7? (W, "«yyM ;u7^y) 
^ Ci 0 y^n7MJi'-*Ji'*'-;i/7^S, C,. t ,77^A'^ + y-*H"-;i'7 
^y-4 feJ±-y-Ci. 1(l 7;w*^^;p*^;u75 (flK > ^-A'***-*^ 
y^f^;v*z;P7^y) , c.. 1 47V-;i/^;v*-;i'75y^*j <ta ? c l .e7 

**WT*/V)\>, f-77'J*, rh^yyiK £'J-y;K t>n«j;K b «; 

77'J^) 4fc»*###»E«*3iU£ (04 t<li, 5-^ + V*W77^-3-^f 

] ; 

R 1 * , #t#3R4 4v»Li ocrM^i (04 1 < »i-r y 7f-;K *#^yf-.»/) 4fc 
li£^&4&v>Ll 0©y^D7M;P7^^i (04 t< »i-y *ny*n -t^) 

* 

R 2 #i fcv^Ls^o^n^Ig^Ta&satT^Tfcivv^Si fcv>L l oo7;p 

(04 t< l*7*f-;v) ; 
x#- o - ; 

\*#C X .„7»*VZ' (04 LOi-CH,-) ;T**<k^«o 
[0 0 12] 

5* (I) S tlZit&tiXOKfr-? t , k*)b\f2- [3- (75.;*<?-n<) -4-7 
h*f-2-< fV7f*-l-**V-l, 2--yt: KB- 6--f yt/U] - 1, 3 
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2- [3- (T^ypff-^) -4 -7 Y* s s- 2 -4 Vff-P- 1 -**V- 1 , 2-^ 

Kn- 6 — f V*yi);P] -1, 3 -f-7V-.il'- 4-*i^*vK ; 

2- [3- (75y>f-;P) -4-7I-^-2-fV7f)P-l-**y-l 1 2-i> 

k Kn- 6 — Y -1, 3-f7 , /-;i'-4-*mtn*; 

2- [3- (7^^f*) -4 -T*]**^- 2--Y V7 > f->l'- 1 -**V- 1. 2-y 

+ y tf*] -1, 3-^7V-JW-4-*;i/j}?>S{x^;i/; 
(E) -3- [3- (TAJ***) -4--/h^->-2--l' Vff-p- 1 -**V- 1 

(E) -3- [3- ^) -2-'(V7f^-4-7i-^-l-t d fV-l 

, 2-v*fc Kn-6-"f V^M Ujp] -2-7*n^s K ; 

3- -2— * vf+JU- 1 -**v-4 -7xifr- l, 2-->*kKn 
2-{ [3- (7 3y^;W) -2 -- f Vff-to-A -7x.-»- 1-**V-1, 2- 
[0 0 131 

( 2 ) WD95/15309* * ICffijR? itrb^ : 



[*<K f Iilffctt2£; gliO, 1 i fcf*2£ ; XJi-CH* -> -0-, -S-> 
-SO-, -SO, -Ifeli-NR' - (R 3 \t&%m?-i fcliQ- t T)\>*)\<$i*7pT 
) £ ; Rli***^ V7^i> -CH0> -BCOH), , -PCOKOR' X -CCR 
4 Sfcii-CH = NR S (R 4 tt**K*, 7?|I^ Q_ «7;u*;i'&, ->7y& 
> -hog. -OR' > -C0 3 R 3 Sfcli-COR 3 * (R 3 t W*fc*jj*1-) 

;R* |*7x~;wg, 7X«^. —OR 3 , -OCOR 3 Jfctt^>-»t^fyM (R 8 
liflHBtW««**i-) Sr^-f) £ ; Af±g&3*iTV>Tl) J: v»7 ? y B8^S^-T] T 

-fvynfcfJK 7**-;K ■fy^f^ sec.-7*f-;K t.-7*f-;K -fy^yf* 

2,2-^f-;i/7^;K 3,3— y*"^-?* As 2- x*-*r*->Hfc f ##»f fc*U>o 
[0 0 14] 

AT;f3*U> rS»?*tT^T'b«}:v>7^yK^J fc*5»t&75 ;Wm.&k LTIi, 
«t-7U8^lii?-75;»^^ £*lfb7* yffi*«fiE-r**^^*->JW^OH* 

iCl-C, «-73 y R£ LTIi, 0!);ltf75~>, 7Jl'4 r -V > 7^^5¥^, 77A 

7 v, f-n-^v, A«J>\ ->b;w;>\ **^x^>f >9*«^»f *»*t*« 

/9-73 y ®i LTIi> flx.if/S-75->, j?-7 5 /v'^o/n/^S, ft-T$.J*s 
^ny^>», ,?-7 5^V^d^?>I, /?-7?y->^n^^^^® % /?-7?y-> 
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[0 0 15] 

±157 ^ j ftAlii, t<; mz®&-rz 7? ;&*t:\t7 5.; mm±K 1 4 v> l 2 

*IT ^X * J: v» y -7- *14 if* 5 *? * L v». 

Wt r«fc**iTv»T*J:v»IHt*»*J fc*»7**Mt**lfc LTtt, s 7 
***1, c,_ ,r>^o7JK^S, c,_ ,7 A'*-**, c,_ 07**-*!* c 
2 _ ,7**-*l, C_ ^^^DT^-^i, Q. 14 7'J-*1 (ff*L<ii7x 
-*1) ^ <;_ ,,79***1 (jffiKtt^^l, 7x^f*i) , ry?>*?-)\< 
1> ^*>^a[2.2.i]^yf-;ui % 0 [3.1,1]^ 7f- *14 fri^tf&ftfco 

IlLRfbfcXlli, m&«4ftmfc 14</>L3«*>ttfcl*#LTv>Tfc«J: <, dO«t 
94mfcl£LTI*, flfcHr^n^K* (ff*L<l*7?& &ff) ;->7yI; 7 V 
*&-C®&S*tTfc.J:v>7jcmi; Kn^-^f;H ; 14v> L 3 ®<7Vmj4*>1I^ (ff 

* L< Ii7?^) -Cit&3*lTV>Tfc J^Q. ,7*a*->l: tt&3*lTV>T>fe iv>Q 

- „7*)-)i'&t£itm&$iix^xi>z^m%%&x*y -itz&~s-w&$tixt>& 
r7->*l-ctt&sitT>b £v>*«£j K*t**7S/*lfc lth> «^tfi?ie 

L fc-fk^ I - a £ »t S ASgoSftl fc L xm^s LtzTis *1*«W $>ti& • 

r«ft**lTV>T*>.fcl»Q- »,7';-*3feJ Kj3*t*Q- 14 7'J-*lfc LT.i, «*. 
1*7x^*1, T^f**!*?***)?***. 

2*, r«fcS*tTv*TfeJ:v*«*atlj \zjs\fzm%%&t LTI*> WittftTy -7* 
& tfvsy*!, £??*£, *yy*l, ^fv^yyjH, *y *•*';*! 4 

if htlio 

t&Q- 1 4 7 'J ~ *1 £ <£ £SR1 f i > «OTtt4ffi«K l4v»L3«<&1t!fcl*#L 
T>>Tt)«}:< % £<7?«fc?4fi&li LTtt, Wx.tf^oy>m^ (ft** L< 1*7 ft 
A£) ; ->7^1; -M3l;d_ .7***1; i4v»t3«o^nr^K-T- (JU 

* L< 1*7 -C§|fe$tLT<)iV^_ 4 7*3*->l ; **#*5/*l ; #;W«*W 

*1 ; Q- ,7******-*! ($J$ U < 9 >;***_*£) ;Q_ ,7***1 
TVty-f rtrtt-7-m&£4Vrv>T<b«i:v»7 3 «/***-*! (»* L < tti>**-*7 3 
y^^*-*l) 4i?7&W£>*L£o 

twria r*»?*tTv*T^j:^b7ic^j e*t**ii*ii*, wu<«, 5-- 

hn-2-fcf«;7*7 3 /l, 5-77y-2-fcfy 7*737l^ 2- 3-7*73 ^lx 

IflB r§tfe3Vcv>-Cf> J:(/°fcr^'J-7-*lJ U*»t*11Jftlt LTIi> flhctfQ. , 
7***1 ; t Kn*->^^*1 ; flfffe *itv*t >{> J:v>Q_ 14 7U-*l*fctt 

$S1J ^lf?,ti4o fi&l«)#f*> Wx.»i I4v>t30-C**o 
[0 0 16] 

±E r7 3yBHB8St±?>S&lJ tLTIi, «^.«ritlftS iT-TV^Tt J:v»iRflyJc*l, 
14v^L3-|@^t3r^lg^ (Sifi L< Ii7^^) -eS&SJlTn-Cfc Jrv^Q. , 
0 7*3*->l % 7^*1, m&2*lX\<*Xi>£\,*7< yl4iT^»f ^>itSo 

***!, Q_ x,->^a7***l> Q- x ,7*^-;v-S. c,_ „->^n7*7-*14 

i5Mk7K^lli> m&*n$4ftttK l4^L3«0«l**LTv»T«b J: <, -OJ: 
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9*fi&S£ LTtiu *3;itf7 3y&, e 7**;i—#;u**-.n'7 3 y£ (»H< 
Ii7*^75y&) x fcpn*^, q. ,7^3*-^ «XHI£ (»f L<fik*'; 

<tt7?*. £1) % '>7y|, -fnl % l£v>l,3ll<^nyvl£* (JfJU 
<l*77$) 'ClBII**LTv»T'bJ:v»(;. r 7***16 («, >'J7Wo^f;H) % C 
i_ ,7^3^-^ 6 7***gT?*y-tfclii>-ft|&;&it ,, Cl/>Tfc,fcV>7 3 y& 

**-9-*/- -f v * ** **)* 4f3&<Wb*ia o 

nAtsvej *s> Q_ . 7*+*-**}'* *■#-*** m*L< 

itWJjv) ^feJllftLSUfeS* l4v^L3lS*LTv»TtJ:v>c;. «7***&fcir 

& 7 3y'*fctffc*S'frLTV» , r<t>*V» 0 



* (II) Tg^ti-Mfc^coigi: LTIi, S (I) T$$*L*fli#«fl!)*l:|iil»^'bO 

* (II) •CftSJLi-ffc-frfctt, fcjjUMtrefcoT^ »7*oTU<, 
[0 0 18] 

A (ii) T*Sii*fl:*»©|ff»fc«fcLTii, « 
Hb3] 



f$?*L*C2S)-M«2-C(S-^7y lfyy>-a~f ^)75y]xfM7 5 y }7-fc?-*}-2 
-/7;-^D'J CDPP-728) (W098/19998»C|e«) . 

Mb 41 



t?^$it*C2S)-l-{[(3-t: Ko^$/-l-7^vy-^;i/)7 5 y ]7-tf ^}-2-i/7y-^n') 
-7> (LAF237) (W0OO/34241£fB«) » 

(2S)-l-{H2-[Cl-bf V 5 P\s«< y>-4-f *}7 ?;}7 tf;i/}-2->7> -tf 

nV^^ (W002/30890fcfB«) , 

C2S)-l-{«2-[Ce ? -7 *)7 5 y ]xfjv}7 5 y }7Hr^^}-2-v' 7^-t'O V -7 > 

„ (SM-U-tS-CN.N-i'y -^;i/7 5 y * ;i/*~;i/)-2-t; ') -»7 5 y ]-2-y f- ji/-2-7o tT 
*7Sy}7*f-*-2-ifntJ-7:/*;i/#;ib V* (K-361) (W002/51836fcfEiO , 



fO 0 1 7] 





ao) 
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Kb 5] 

O 




3 tl & L-threo-^ y D -7 ;i/ f- 7 V U v ^ ( P32/98) s L-allo-^ y D ^ ;> ;i/ f- 
T'/'jyy, L-threo-^fynW^JV' t'n'J-yy, L-aTloH' 7 n ^ -7 ;w kfny-77, L- 
>f'J ;p fn'jy^i fcW 7 y 'J -7 7 VMi fcf n 'J yyffimfo (W001/72290& fc'Kfg 
SO : *4f*Wfc*i*. 
[0 0 19] 

(3) W003/55105fc3E«3*LfcN-S& 2-y7yfn-J^iI/2-y7; fng>|§ 
£f $ L < It. (S,S)-l-(2-7S y-3,3-v*y ^/P7f- 'J AO-2,5-7 Fn-lH-tfn- 

*-2-* h 'j ;v 0 

(4) WD02/02560t|Em?ii^^'fl:^o fflKIl, 7-^>-y ; p-S-[6-Cfc KD* 

-yy ^ji/)-i,4--y7Hf/^-w ;w]-i.3-7* ^;u-3,7-y k Ku y <j > -2,6-7* >„ 

(5) WOOV68603fci!58S*i^ -7* nyn/<7 fci^iRL^en <J i;>fi9fto #*L< 
ji, ClS,3S,5S)-2-[C2S)-2-7 5 y-3,3--y* **y*y ;p 1-3-777-2-7^-7* D [3. 
1.0]^*^ 7 0 

(6) W»2A4271lC|E«?*l7^yn'j y^«# 0 #4 t< li> (2S)-l-[C2S,4S)-4-C3-* 
nn-4--y7y y i-^)75 y-2-enu-y^;i/*;u5j?^;i/]-2-y7y tTny -yy 0 

(7) W002/38541fcfE®3*lfcv'7y t'n tf fiL< tt, C2S,4S)-1-[(2S,3 
S)-2-7 5 J -3-7 f - y ? y ^ ;w]-2— 7 7 7 -4-7 /U* O tf n »J '7 7 , (2S, 4S)-2— 7 7 
y-4-7^4-n-l-C(l-i: Yu* s s**)\>y y /9v*><9-)\'T3. SlT-trfrVv »J -77 % (2 
S,4S)-2-77/-4-7;U^n-l-Cl-fc K 0^-7-3-7^^ 7 ^;i/7 5 J}7 )\>Mu U "7 

(8) W002/O256O, W0 03/055881, W0 03/040174. W0 03/037327, W0 03/035057, W0 03/ 
035067, W0 03/024942, W0 03/024965, W0 03/004498, WO 03/004496, WO 03/000250, WO 

03/002530, WO 03/002531, WO 03/002553, WO 03/000380, WO 03/000381, EP 1258476, 
WO 0253836, WO 02/68420, US 6432969^ KfE« $ ftfcffrfr® \ P93/01& f 0 
[0 0 2 0] 

r&j&tesati t\t. mux, B^mm^mtaw^mmm u<vA>m 

m£b&mm9 0 OmL£fflv>TAK;i/?)|assfti 0 0 r pm^#^ILfci^ 

4. mmt ltwu &®%LKm$*<?)mm t i o o%®&Ltzk%<D 

[0 0 2 1] 
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$*i*DPP-IV|fi#gj&£$£ft3-£;&a\ $>Z>\,>li*tl££tffcK®m?2>ZtlzX l?DPP- 
IVffl#3l«>2ftm «r WAIT § * * o 

««*tt*»ott*ii, 21* mfc&s. : 200 at, » 

SL<lilmPa • Bfili, J: »J ff* L< 1*4 mP a • s£l±Ti4o *$IW*>fc*Mi« 

0*ttft&?*>,JlttMfc LTfi, H P C - S S L (BA«, B #WSI (#) ft) (2013 
C*»t*2£S%*$*attft I 2. 0-2. 9mPa • s) , HPC-SL ffi$>&, 
a*WJt (*) ft) (20Cfc*lt*2**%*»»WttJft: 3. 0-5. 9mPa ■ s) 
, HPC-L (SA«. B#Wii («0 ft) (20CK*»t*2E*%*»*fl5ttflf : 6. 
0-10. OmPa • s) , HPC-M (|&A£* B*WJi (») ft) (20TJ K*tt*2 

: 150-400 mPa-sKHPC-H (ftA«, B*Wjt (ft 
) ft) (20CK*»t : 1 0 0 0-4 0 0 OmP a ■ s) fcfc'Oti 
Kn^^yat^Hr^n-^ (HPC) ; 

(|SA£* fiUflgfcXS (HO ft) (2TC»c*lt*2M%;ic*»W> 
*!i«:ft4mPa • s) , TC-5RW (*A«, €&tt£X3* (#0 ft) <20Cfci9tf 
*21ft%*fc&OJtejR:jfo6mPa ■ s) > TC-5S (M«x «IMk*X» (HO 
ft) (20fc|c*»t*2S«%;fc»J8to#jfc:|&i 5mPa • s) , ^fo-X60SH- 

5 o usa*. mt&xm (m m (20c K**t*2s« : &5 o m 

Pa-s)^l>n-X65SH-50 (IffAg* 4HWfc*X* (HO ft) (20T UStf 
*2E*%*fcifc<0!te&:*b5 0mPa-B) , > FO-X9 0SH-100 

(HO ft) (20CC*»t*2m«%*»«Ottft :&100mPa-s), 
>Fn-X90SH-100SR (ffiA«* #j&ffc#XiiS (HO ft) (20Cfc*tf*2* 

: m 1 0 OmP a • s) , ^ bo-X6 5 SH- 4 0 0 (SA£, 
ft^Xs* (HO ft) (2XTC»ci«t*2*«%**«o>teJfc :ft400mPa-8),^ 
D-X90SH-4 0 0 (8A«* «*Wfc*XI* <H0 ft) (20SKiMt*21;*%;ic* 
fc<9*!iJ£ :&4 OOraPa • s) % * hn-X65SH-l 5 0 0 <1&A£* Ifj&'fk^X 
si (#) ft) (2rcK*lt*2ftft%*ttttottft : mi 500mPa • s) , J hv- 
X6 0 SH-4 0 0 0 <fgS£> mm<t¥X.m (HO ft) (20t:ici3tf-*2fi*%;fc»tt 
OftiJK :&4 OOOmPa-a) , > hn-X65SH-4 00 0 GSA«^ WM&X 

6 (HO ft) (20fc»c*it*2S*%**»©ttflf :|&4 0 0 OmPa • s) , * hn- 
X90SH-4000 (]£A« % Gmt&XM (HO ft) (20Ct*lt*2M*%*»* 
<A#iE:i&4 OOOmPa • s) , ^ ho-X9 0SH-4000SR (j$A&« £Attt 
*X* (HO ft) (2TCK£lt*2ftft%*jpraattiK :f&4 0 0 OmP a • 8 ) , * h 
n-X9 OSH-30000 (M«, mft^XIR (HO ft) (20 , CK:*m*2*S% 
2M£?£?>*!ij£ : ft 3 OOOOmPa • s) % ;* hn-X9 OSH- 1 0 0 0 0 0 (i&A« 
> «3Hf k*X* (HO ft) (20T K* It* 2M« %*^(0*&at :^100000mPa 

• s ) , > b n-X 9 0 S H- 1 0 0 0 0 0 S R (BAfe. m^XH (HO ft) (20 
rc*»t*2S*96*««Ottft :»1 0 0 0 0 OmPa • s) fcfOfc Kn*-/^ntf 

.*bn-XSM15 (iSn n n £, #j&ffc^Xs* (HO ft) («iS:if?)15mPa-s, 2fi 
S%2M§?0U 20t}) ^hn-XSM25 (M«* «SMk*X* (lit) ft) (20CK 
£»t*2Eft%;!K&&0*!i£:ft2 5mPa • s) % * Vn-XSMl 0 0 (BA6* ft 
•Mb^XJt (HO ft) (20Ctcj8»t*2M*%*»a©ttJK :*!ji0 0mPa-s),^ 
hn-XSM4 0 0 (RA£^ ft*Mt#XSI (HO ft) (20tJfc*lt*2E*%*»«© 
ttJR :ft4 0 OmP a • s) , ^ hn-XSMl 5 0 0 (®A£> mfi^XHI (HO ft 
) (20CK.*\fi2&m%jk.&jlL0>*ti9t:$ll 5 0 OmP a • s) > > FO-XSM40 
0 0 (iSA£> m<b«MI (HO ft) (20tJfc*lt*24*%*#*S>ttft : *lj4 0 0 
OmPa • s) , ^hn-XSM8 0 0 0 (iSA«^ fcMfltfsx* (1*) ft) (20TJK* 



02) 
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\!&2M& :&8000mPa-8) £f£>*?->H:;vn-;* ; 

WSR N-l 2K (MS,*, a.c*>%-sU KttSJ) (2aC£Sms2S*%;k7§i£ 

OttJ£: 4 0 0-8 0 OmPa • s) , WSR N- 6 OK 

Kttlg) (20riC^»t*2fift%^^*!jJt : 2 0 0 0-4 OOOmPa • s) , WS 
R 30 1 (iS.S£, Ktt») (25tH^lt&l£fi%*^7fi[OJte« : 

1 5 0 0 - 4 5 0 OmP a • s) , WSR Coagulant (Afigi <3.~*:'*- 

Ktfcft) (25rJi^lt*l**%7k^7S^«iK :4 5 0 0 -7 5 0 0mPa-s), 
WSR 3 0 3 (Bfi** 3.^*5' *-'<>f KttS) (25t:iwi3ltSiafi%7R^^Jte 
S: 7 5 0 0~ 1 0 0 0 0raPa-s),WSR 308 p 
tt») (25Cfciatt*1**%;fc*ifc<&«a* :i0000-150OOmPa-s)&£* 

t>n-XF-i5 0MC (jSo D n £. B#gi&*t:S) <25TJfc*»t* 3**% 
*: 1 2 0 0- 1 8 0 OmPa • s) . t s /n-XF-3 0 OMC (BAg* B#SMS*t 
S) (25t:fcj3*t*im*%;fc&fc<DttM : 2 5 0 0-3 0 0 OmP a • s) , "9->n- 
XF- 1 0 0 OMC ffi&£, B*S«tttft) (25tlCj8»t 41** : 8 
0 0 0 - 1 2 0 0 OmP a • s) 4^*W^f^-b^n-xt h U t> & ', 
^»fP,*L* 0 t*i&a*tt*fl-*tt, 2flKHJU±*M^>«-6"rfi#LTffiv>T'bJ:v> 0 
[0 0 2 21 

ftttttfUrf+ODPP-IV|B«lG>«WU DPP-IVB*g«)&au «*IO*S*4irfcJ: 
oTM44ii«, «*.«ri-9 0**%x $?SL<I*5~8 0M%T*4 o 

W^iiiiftioTMS^ flbtlf 5-9 0 4*%. »i L<l*l 0-8 OS* 

[0 0 2 3] 

[0 0 2 4] 

tticufc**oTffte*i*. *7fc, ±mu&&£v/i t:\mm<r>9&K, mm&mzft®$ 

mm<7)W&*iWb LTfi> ?LIS. D-t>- D-V/Hf ;K 

7^ .fllf)'^, -7***M>>\ »*-feA'0-^ % tett&Jgt: Ka + y^e^iV 

*L* 0 

£^3&J<a#&£0!)fc LTIi, Wby'VT'^ ->3*£. 77 tfT^A* y^)l/ 
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y^7*a-^ 7i^f^7i^-jK 7*t:KoBI®^ V)\<\£>m% fc*#Wb*t&<> 
i£fe3J JSfcfll i: LTtt-. * - (« % 2 J: 0» 3 A 

[0 0 2 5] 

^ife*. &*fcmtfc#LT;9-*lg&*#;&*:fcKtt, m*p Hfc-fcaaMfc&Hi'tt 
^aStLTIi, T^a^evW, -7 

[0 0 2 6] 

*a, ?n) fc#U #»fcmo^l»*fcttte&&li: LTffl 

#3&Po#&«3K*JMU fl&ttllll*! («, 2a«fiUM. £*§*Sm«i?) > 

JflL^) , MK4k [I GT (Impaired Glucose Tolerance) ] % I F G (I 

mpalred Fasting Glucose) , IFG (Impaired Fasting Glycemla) „ ffi%.m&'&$r0. 

> (flk *ftM*& m«&^«s^> IR«WK«1, ^^^c^im^^^^ . TK* 

*£) > MMWC, »*t*>te"r\ JHJMTNt*. 3lM(lJBiffl»*] 

*»W«>»lke»3«l4> ItftttJllN IFG (Impaired Fasting Glucose) £ 
fcttlFG (Impaired Fasting Glycerol a) *»6«fil#r^o«R*"Bf±i-* C t "bTS -6 

° *&W^#;ft14«3Jtt, J* (fJUft} » W£> Iff (/?*ffl 

J&) ffMifl£i?fc*>/Bv^*l*o 
DPP-IVffl#||S»i, ftJkltoM (#1*.*, SKB»HL«Mt^l 26mg/dUA±*fc 

1*7 5 gmnmmnKvm (7 5 g 0 g tt) 2ftwmn 4 omg/d i&±t* 

v*y vdMWWIWOT**^*, *ft£alMM&sailtt % *jMI 
##£*ffij^tH&4 *afc!^«!HB;^ fc£&*BWO¥ttS LT^fflT? 

[0 0 2 7] 
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lllftiLT&O. 0 1 - 1 0 Omg/k g#E, JJS L< HO. 05~30mg/kg 
#1, $ L< liO. 1 - 1 Omg/k g#*T*»K £Oft£ 1 B 1 HI- 2 B£ 

*ftBattttt£RjMt*« Jti»Wlc*>fcoTDPP-lV|B#*tJkHi-r**fc»> 1 BIB OH 
[0 0 2 8] 

, H**fc* 4 J: flJttHfW- «*. fc 

®£\ *i&wo^&ttsssiofst4^^T*sDPP-ivs#iiifiaaJtw«-L. #fflm*j*o 
. o i - 1 o omi^iiir «u»o 

[0 0 2 9] 

lrfa«m*pir&a?aj fc ut fi, ff it «f >r * 7s y («, ^ , am* ttffi ? 
(«, ins-1*)), >*y («u *mttr*^';^v 

5\ (vWVK) o^'J^/V, GI-2 6 2 5 7 0, U^U *-9" VCReglixaneXj 
TT-501X *b m * !/> (Netoglitazone)CM CC-5 5 5), YM-4 4 0, KR 
P-2 9 7, CS-01 1, FK-614, ^^'j *^-;KRagaglitazarXNN- 6 
2 2X f ^"<f-;Paesaglitazar)(AZ-2 4 2X BMS-2 9 8 5 8 5, EM L 
-1 6 3 3 6, W09 9/5 8 5 1 0 Kfiflteftfrft (tf)x.tf (E) - 4 - [4- (5- 
>f-;w-2-7i-;V-4-^4r-9-VU^^ b*v") ^VS^tf + W 5 y ] -4-7x 
) , PI*R y T=f-;*K PPAR y 7>*=f~* K ??M r / a 7*=L7A,7*=-* 

K a-irpu^ir-^m.mm <«u *~^y#-x, 7#;i^-x, s^y 

*-*i£>*>£ (W, a^Htt) ) , -f ^* U 

Wf'S-A#) , Wt**'J-K, WiJsK, ^x^'J~h\ 3^'J~Kf fcfi* 
0#;W>*A£**D$] , CLP-l§$#7J-^h [«, CLP-1, NN-2211, AC- 
2993 (exendtn-4) , B IM-51077, A i b (8.35) h.GLP-1 (7,37) NH«] , 75 ') 
>7*~X\- («, 7*7A'J>f K) , 7 5 i-X7*f-D->>7*X7T^--tfE#ffl (« 
% ^t'J>JSt) , /?3 7^ h («U CL-3 1 6 2 4 3, SR-58611 -A, U 
L-TG-307> SB-226552. AJ-9677. BMS-196085.AZ 

40140) , mffiitmwm ^y a-^>*x*y ^^3-^-6 

LT (sodiun-glucose cotransporter) E#>Bl (fl| % T-1 0 9 5) &1)*&lfhilZo 
[0 0 3 0] 



(15) 
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tt&ji&frMttftjMfc i/n±, TfrF-zmim^mmM (ct, mh^^k* 

A)PW** y K ^W**? K V'sK;^** y K * tMU'.X* y K 7-i9\'7,9 
y K SNK- 8 6 0. CT- 112), ttft^H?* J: W> NGF, 
NT- 3, BDNF, WO 0 1 / 1 4 3 7 2 fcffil^a-n P a 7-r >g£ • frjSMSil 
3$d (CTxJ*4- (4-^DD7x-)l/) -2- ( 2 - ^ 1 - 4 3 *) -5- 

[3- (2->f;v7iy+-» ^•y-T'-.n'fcir) ) , (CT 

,Y-128), PKCffi^SJ (CT, LY- 3 3 3 5 3 1 ) , AGEMjW (CT, ALT 
9 4 6, Ifv/yy, N-7it">^f 7VJ 9 A 7*07^ F (AL 

T7 6 6) , EXO- 2 2 6) , f&1£«fg?8*ai (CT, hft) , ISJfiL*i£3I#J (CT 

7" 9 9 yyt^9*y> u/^7,9 c f-y^ 7hA-/U^>> 7)P 

^?f^ 4 9^X9*yitz\t%frh<r>& (CT, :TM;«7A&) ) , ^^7W^S 
g$H#8J (CT, WO 9 7/1 0 2 2 4 KfB8<7Mk-£&K CTxtfN- [ [C3R,5S)-1-C3- 
7-fc h*->-2,2— 7p< f ;V7n tf^)-7-^ O D-5-(2,3->*> h *->7 *.r:/lO-2-*4r V-l, 
2,3,5-^ N^V: Kn-4,l-^> s /*^-9-etf>'-3-'f^] ti^'J -7>-4-gfc®& 

f) , 7 4 7*9- h^-ft^ (W, ^"9*7^ 7*9- K ^D7^7*7-h, ->A7^9 

- K 9 VJ7 4 7*9- M , ACATH*JW' 7W*4"f (Avaswibe) , X7 
J^>v^f7 (Eflucimibe) ) , * ^SMtffli (CT, al/**-9*» , 7 , o7 , n-^ 

, -a^>W^mm (CT, ^:i*-;KmcanolX --feU r P-)Krricer1troD) , 20 
t'OHif^ jH&Ti'f n-jv (CT, v^f^T- n-;KsoysterolX ify?* 'Jlf / 
-My-oryzanol)) #j&Wfc*U>* 

LTIi, y^V«IHBt»<FJW (CT, *-7Y-fV)\<, xt?y^ 

, f^T*';^) x 7>y*T>is>imim (CT, %vr**9y 'sv**:**^ 
y) , x^z/v&m&iM (ct, v^e>, ~7*.y\£y, tad^v, ai^^ytr^ 

, i*)Ui*tf>) , JfrUSA^irV^A/HP* (CT, W7*^nv*'JA, L-27152, AL 0 
671, NIP-121) , ?V~yy1$&mfhtlZ 0 

fcmffiMt LTtt, CT/ttf*tett*ftJ£j|tIil (CT, m7i>7^5? 7*>7)l/ 
55^, 7x>"f)V5>, V7*h93>, 7>7i7? J t^ % 7H>7x?5)', 30 
VK-)K 7xr.;V7 , a;V-JV75>> , P'JA-^S^H (CT 

, *)Wj**-y r ) , p 3 r (CT, CL-316243, SR-5 8 6 1 1 -A 

, UL-TG-307, SB-226552, AJ-9677, BMS-196085, 
A Z 4 0 1 4 0 ) , ^7*^ KttJttfeWUHI (CT, Vff-y^ C NT F (*§tft#ttS$ttH 
^) ) , 3l/->^h*^>7^7,h (CT, U^MjrK FPL- 1 5 8 4 9) W 

[0 0 3 1 ] 

mmnkLx\t, (ct, •9-«;^;v«7HJ'?Ax*7*n3>, 

t')f;H*;Vi/f Af^7*D5>) , f-TVVXMM (CT, xfrfK, ->^n^>f- 
7*J K, h 9^o^f7yK, k K^nDWK, 7***79 r\ "0 

jn:pn^nnf7i*K, ^>7;vf-S*K, #')f7i'K, ^f?nf7-7K) , St7* 
K*rn>S&l (CT, *eny 9* h Mj7A-fl^) , ftftJD£*BXB**l (CT, 
7t^V7 5 K) > ?v)V^y-eyx)i>*yr5. K^&#J (CT, ^n^'J kv, 
->K, >?V*3 K) , 7Vt5 K, -fyv^ejf, i^^WK, MV9-Y, 7*** 

— K, 7Bt? Kf*flf^4, 
[0 0 3 2] 

IfcJflL&ffiULTIi, CTx-tf^^V (CT, ^ij^th^A, aaijva^>^a, 
y*7-s* y ) y-f- r U 7 MdaTteparin sodiun)) , 7fl'7r 1 )/' (CT, 7^7 r U V* U 
-7A) , tthn>lf^il (CT, T/W^hnyfyCaragatroban)) , jflL^^H (CT, 7D 

« (urokinase), f-7^^--lf Ctisokinase) % 7JVf 7*9 --fc* CalteplaseX tf7 so 



I 



(16) 
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9 --If (nateplaseX >r 7 7 ~ -tr (monteplase), A 5 t 79 — •£ (pamiteplase)) , jfii 
'W&%Wttm (M> j&Kf-^n^i^Cticlopidine hydrochlorideX ->n**V-M 
ctlostazoIX W ay-s<> hgtxf-;^ ^^n* h ^ h »J A, (beraprost sodlunX & 
SW-iV*^V7-b (sarpogrelate hydrochloride)) t'j&s^Jf %i& „ 

[0 0 3 3 J 

-IVffi#H&tfift!l»«fl||i % #fcRg£**i-f % DPP-IV|Bm««HM^&«ilffitt(cJ:») 

ii?> rDPP- iv®#|j| tmMfr h Slb&M* vl «t *>JftiB-f *WBJ t LTl±, 
> flgi§14&&l (0!U ***f*nt> % *fltf-**«u 

Z44Mtm t*J K?^ h n e <i8A£> o-A7r^tlD 3 ifwr^^H 

ft^U-trU K(«xGelucire50/13 (ffA«, GATTEFOSS EftSI 
) tWfclffcrt,*. 

IB«pHO^KJ6*UTDIV-IVBW*lfctB1-*«WJ ttTtt, tl^tfHitt 

ft) ) , * *7*'J Jl/»a#y*7-LD [*-f K5^M-30D55 (ftA«« o- 
A7y>wvttft) ) % ^^7^'J^»ajHy v-S [*-f K?¥* rS (iS££> n-A 

r«^^*3R^&fritfcJ:^»mrt^^L^ort^E*TDPP-i^^||*«c 
ai1-<&K&IJ iLTtt, ^Wa^i/7fA («A«x 7;wifttSJ) £ir7)W *>*U> 

[0 0 3 4J 

t ttli> 2 «a±oDPP-IVfi**^r«B A^x S ft M-o * 7-fc )V ; 
*$§E OISSI H> DPP-!VS#iSI^^Sfc14SjSiJ i: DPP-IVffi^lSl^-S&^SgjW i: Oi|a* 
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[0 0 3 5] 

opp-immm^mi^opp-Ts/mmm^mt, dpp- Tmmmomm. r*9*>*§ 

[0 0 3 6] 

*%s®<r>mm&, #tt**<£<, Wftfl<b/|>4<, (flU *K 4 

*S&W<aEII<a«:-m3U:lu #£|®563tff, 2«&±<0DPP-IV|fl#l!g£-;£g 

DPP-IVffl#|IMSl3WO^-SJ*Ji: LTOlg-'?-, 2) 2a^±c7)DPP-IV|a«^iyR|^ 
113^#jfc LTOP^S-^, 3) 2«J^±<^)DPP-IVE#lil^gSJ^^»Jt LTWI^ 

F!l£»^A^|g^il^JcSP!e^tS®#, fSttJ^^-C*4DPP-IVE#S«-ii^ 1 ®S 
i:LT&0. 0 1~ 1 0 Omg/k gftlt, $f J L< fi 0 . 05~30mg/kgftl 
3Mw$f£L<»i0. 1-1 Omg/k g«T*<9. uWlS" 1 B 1 il— 2 

[0 0 3 7] 

li , $ £ , r&#u$ fflH £ J** *DPP-i\tfS1£ * ^ L90% m t L < it 10 

PP-IV?tt£*10&l,>L90% t<filO*V>t85%) teT$ii:#a, DPP-IVia^lg^ 
ftt&ttffftMJ x r^#12^WHJwJfil»+DPP-IVffi14*10*V»t90% L< lU0fc(/> 

t85%) fiT«*#*, opp-Tmmm&mticmmmu > rs#ai^M^<b8^M^fc 

fcoT, «+DPP-IVfc1£*lO£v>L90% ffit L<lilO*V»L85%) &TS-£#S, DP 
P-IVffi«^JJcfb»J^lSI^|j , m^&lftWlfrhimMKbfcoX . jflliE+DPP-IVfe 

&£io*v>L9o% (#$ l < iiio&v> L85%) fcT$-£#s, opp-rmmm^nimmm 

*«#IWtJfiiJlii^DPP-IV?B^«:l0*v>L90% (iff L< ttlQ*v>L85 

*ISK^DPP-IV|!B#|g^fttflfiJ^I||»J|i, jkH*DPP-IV8M4£ % 10fcv>L90%, 
L,<lilOfcv>L85%, ££>fc$J4 b< {ilO£v>L80%, ftiZfti L<fil5*^L75mT 

Jfc£E*DPP-IvmiS:li, «I£tfHa<0^^1*CfB«1-4 rw*>- K (Ra ymo nd) 
hn-nm. (^re-f-f-X (D i a b e t e a) , 4 7%, 1 2 5 3 - 1 2 5 8W> 
1 9 9 8^) J *Mft\.ttm\zi.YMl£**>Z-b1tX~%*><> ItiffE LfcJfiUft+DPP-INra'ia- 
teTSfMi, a^OpH*£i8rt"C**Llf, ±fEL£i£ (10, 15, 75, 80, 85, 90%) km* 
oTHTtJJV*. Sfcfc, «+DPM>flt1ittT*U\ Kll»+DPP-IVffittoill!|jg«tCj:o 
T, ±EL;HISi:mfcoTi>T<t>J:v> 0 0OAtf, MkWPP-WS l &<r>m'&&®-<r>*PX', g 
®<^®0x £®«JK, ffifclSW, *ftv>l*M<0ft*H&tt& ^kfEXjRKfB^^&i: 
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[0 0 3 8] 

«w<& ? * > wp-immmoiiLmm® s tt^M* w $> *i* „ 

[0 0 3 9] 

ttftesai t mmv&m&AWfti i * imam 1 1 xm v> * 1 * #t § * . 

DPP-IV|fi#|g£iI?r 1 HIS t LTft 0 . 0 1~10 0mg/kg#I, ft*L<l±0. 0 
5-3 0mg/kg*i, Sfcfcfljt L< liO. l-10mg/kg#Itifc»), i©i 

* i h i ei ~ 2 i *m t l^o t ^m^opp-is/mmm^mmtum^ 

[0 0 4 0] 

l,2-s>fc Kn>f Kfc, 

ftHB <i2-{[3-(7 5^ ^JU>-3-f V - )\>-\-* * y-1,2-*; t K n-6- 

<tte*J C fi L-threo-f v n A *s )\> * 7 7 V 'J > ( P32/98) £ * *tf *t*l*f * 0 
[0 0 4 1 ] 

-ffc^B (15Qng) % &*& (H84<ng) , 3 - (360rag) , HPC-L (tf 
H#W& (1*) S) (60mg) % a/M?*:^^;V-te;i'cr-**;Vv'*A (ffi D ° n « : ECG 
5 0 5, (#) m (60»ng) % 8***0-* (jgSfc : 7(it^ «^bAX» 

(80 ») (172ng) fei^rT'J V^n^A (14ing) * 3l&TiS£- Lfc 0 
*tiig^o^^200mg*^m 5 K^^7 > V^ (&Wfif8SSD *ffi^T£T£U j£«8mn 

[0 0 4 2] 
###12 
ft#*AORi& 

fcifcO^ifefl! 1 ~ 6 , 8-10, 1 6**0*1 7"CffiV>^^A<i, *OJ: ? KLT 

-fb^A • C2.04 g, 5 rnnol) o*. (20 mL) l&jg rttgft* h V * A ( 

10 mL) fcj&JnU #fc*t;ti&^*M-?l 0frWm#L* o KlS***^^^ Bfc® 
xfJVTitBLfc, »ffl**^9-0-Ci*8«t, fc*«B&v^*^ATl£i£U MET 
fc&Lfco #fe*L*tta*»i»i^*fe|f|S*LT, >fb^%AC0.87 g, 82.990 0^ B B B 

5.9 8 14.8 
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7.8 8 11.2 
8.4 4 10.5 

17.1 5.19 
[0 0 4 3] 

##•$13 

&&<7)&MM7ts£V\ 8-2 3-?R»Mt&®k\i, jfc<ni. v K LTKiSILfco 

1) JV)-2-f V /f x»«/-l,2-7k KO>f »J y- 
6-*^/^^ h «;;K0.80 g, 2.4 mmolX mfc h V C0.48 mL, 0.48 
rnnoDis J: Jftjc (1.42 mL) oMf^ K (2.0 ml) £tD/U 85^-? 

ttiLfc&lifcfcllXU Tic (lmL) TjfcitM&x 50T;Tfcl£4£i£L-*\ it&VBA 
)i>Xfr**~/}fm® (0.88 g, 9390 t LT©fc 0 

2) 1*k-£%A • l/2-y;rff-jWX;V**-> Kfflte (10.0 g, 26 mmol) t*9 J-K> (40 mL) 

T, ^<^pH«-1.5»cSigL^ te14l^(0.5g) *»JnU 6OC^10frratft# L* 0 « 
tt****U >*y-/U-dc (2 : 1, 10 mL) TffifrLfco 4»fc«:*«:**H*\ 60C 
•C«#Lft)i { e>> 5X 7>*-7;fc (15 mL) fcfcftlLT, *»M>pH £7.3fcifgLfco K 
JKSKic* a.3mL) t*TLfctt, HMljWtTMi-c»&#U « 6 fcacfc+^WH* 
#Lfco *ftHbfc*lfl*a*U WIL^^-*^ a : 1, 15 mL) -Cifc&Lfcm 
> 50t?-?«EE«gj£Lfco ftfeftfctifA (10 g) fc»*if* (100 mL) fc«>iS<&»£, 75 

M«#Lfco *£ H s a **I|XU WJLfeMif* (20 mL) 50C"C«E«j»t 
T> <ffcfr*AC7.5 g, 8530 U«}t„ 

m^:2dC) mmm : dm (*y^* fd-a) 

8.9 8 9.8 4 
10.0 8.8 2 

16.0 5.5 5 

17.1 5.19 
2 2.9 3.8 8 
2 4.8 3.5 9 
2 5.8 3.4 6 

tO 0 4 4] 
##004 

&i£S>2l*fl! 13-15 -Cfflv>^fb#*Btt, 2c© J: 5 £ LTiSj&Lfco 
2-{[3-(t 3 J * f- )i>~)-2-4 y y*f - ;v-4-7 x ~ jv-1-* * y -1,2-y Ka-6-f y # V 
y-/H**^>T-fe hT5 K (1.0 g, 2.6 imol) £.i:*y-jK10 nOKftJftgfflt*'* 
, 7k(10 mL)5rtn^^ 0 tt^ttBOffttASrftilllU ssLS-eifetLfco tfrtflL 

fc*IJI**WU *Tffii£LT> 1*fc#$B (0.31 g, 31.000 OitSA^ft^. 
7C*5M»HI Q,H,,N,Q, H,0£LT 
Ij^t: C, 66.48; H, 6.85; N, 10.57. 
Mtt: C, 66.51; H, 7.05; N, 10. 50. 

m&A : 2 0 (° ) iSMIHg: dtt (*>^Fa-A) 

7.50 11.78 

11.2 7.89 
13.7 6.46 
14.7 6.04 
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18.5 
19.8 

2 0.4 
2 7.4 



4.80 
4.4 7 
4.35 
3.2 5 



[0 0 4 5] 

^£j$4?3 1 

'ft** A (lOOmg) , HPC-L (BA«, B#Wii (80 ft) (lSOmg) fcJtfHPC- 

M (fffi«. B*Wj§ (*) ft) (720mg) *JM*-<*a*Lfc. #<!>*t&ffl#*?>-5 £200 

ft**A (lOQng) % HPC-L (iffiR«, H*WSi (#) ft) (45Qng) ii^HPC- 
M (igfiS£, H*W& (#0 ft) (450mg) £SL&-?iI*Lrt:«> # £>*l& ? £200 
mg*^JE*>yS;y^^«l (JUiffilf&ft) *Jm*T*r«U fiftftiTO«««:#fc. 

ft**A (lOOmg) . HPC-L (iSB£, B#W3i (80 ft) (720mg) iJjtfHPC- 
M (ffflg. B#Wjf (80 ft) (MQrg) **J|rcS*t,fc. # £ ft* il**tf> ? *>200 
mgSrfiSffi5K>7'^y^x« (Sflfft$ft) fcJBv>Tfr*U KS*n«>tt*gtft&. 
[0 0 4 6] 
&tt«4 

ft**A (lOOmg) , Polyox WSR 3 0 3 (RA4^ -/W Kttft) 

(72Qng) *J:CfaK'Jxf-^>^'J 0 0 0 (lSQng) *&&-?*!* Lfc«, #S> it* 

E**Od£200ro*ttJE#>7:£7l'Xi8l (SflFf&Kft) *ffiv»Tfl«L, E#8nmo& 

*ifi^5 

ft**A (lOOmg) .Polyox WSR303 x.~*V>)j-A4 Ktttt) 

(450mg) iiWif ^ija-*6 0 0fl (45Qng) *3L#-C«*Lfc. #fc*t* 

jfeJfc'W 6 

ft** A (lOOmg) .Polyox WSR303 (BA«^ Kttft) 
(180ig) W;xf-l^^>Jn-;P6 0 0 0 (72Qng) *3L&TS*L7fc«> # &4l« 

[0 0 4 7] 

ft** A (300mg) SJrtfHPC-M H*Wjt (80 ft) (700mg) tr5L#7fl 

*L£<> fffeit*«*»od*20Qng*fiiiE>K^^^i/^« (SBftfM) *«v>T*r 
«U tftM)ftm*||*:. 
8 

ft** A (78mg) % TC-5 S (SA«, #tlft#X* (80 ft) (47mg) , * bn-X 
90SH4000 (ff A«, #j®ft^XHI (80 ft) (190ng) f7 U VRv^ 

(2.4mg) ta#t?fi*L*o 4»fen.4fi**«59^243mg*«B£#>^^b^ 
ft GSBffllftft) £fflv>Ttt&L> j&&&mett*9*ftfc. 

ft** A (79mg) % TC-5 S <ffiA«. #iHft^ISi (80 ft) (U9mg) > > ho- 
X 9 0 S H 4 0 0 0 (B A«, -gUft^X* (80 ft) (llSrag) **Vx7-7V > tv 
tr*V*f± (2.4i«) *a»-C«i*Lfeo #S>itSil**<^^243no£ta;E;K>y5£-7W 
X* (Sfflffiftft) *JBV»T*r*U tftfl»tf!>«ft|*il& 0 

[0 0 4 8] 
&Jfc«l 0 



(21) 
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ft#*A (79rag) % TC-5S (®8>%> fltMli*!* (80 ft) (19«ng) , ^ hn- 
X 9 0 S H 4 0 0 0 (jSfn^, «*fli£I* (*) $1) (47mg) teXVAfTV 
*Zs*}& (2.4mg) *ft#Tfi^Lfc« #fe*t*»&»0^*24ai8S:»JEjK>ya:^^^ 

« (awRftft) fcffl^-cmiu jaaaim©««*#fc 0 
ftjfefll 1 

tt#*C (lOOmg) , HPC-L OSq D n£> B#Wjt <#) ft) (45Cmg) SJrtfHPC- 
M (Rfi«, B#WjI (#) ft) (450mg) Lfc« ft e>*i*fi#4&«>$ ^200 

mgS-fftE^^^yk^ (SflFJf&S) fc«v>T*rftU eg8nntf>®aj£*§fc 0 
^JS'PS 1 2 

<fe**C (UOOrag) % HPC-L (Kfi«. H#Wi§ (#) ft) (720mg) fcJrtfHPC- 
M (jSffi«, B^WS (*) ft) (ISQng) *a&-CiI-&Lfc<> # 6*1* ^ *200 
ng*flME#^^ty^^« (SffttRX) */8v>TfT&L, fcftfc. 
[0 0 4 9] 

^•B (75mg) £«fctfHPC-L B*Wit (*) ft) (925mg) 

^*fi$) 1 4 

tt*»B (37.5mg) , HPC-L (iS.S£> B#W:t (») ft) (370hig) SJrffHPC 
— M (fffi« % H*Wil (») ft) (92.5mg) *JL»rfi#Lfc 0 ftfc*t*a#«&0? * 
200»gSr«iJE#v^:yi/^« (afflfif^ft) *fflv»T*r*U *ft£» 
^JfiM 1 5 

ft«B (37.5mg) , HPC-L (»£«> B#Wj1 (#) ft) (231. 3ns) fcJrtfHP 
C-M (&A«, B#W1 (W) ft) (231.3*8) *A#-C»-frLfco ft *>*l*il#&0 

0 

[0 0 5 0] 

*i£00 1 6 

-ffrfrfcA (120mg) £ft7 OCiiUGe 1 u c i r e 5 0/1 3 (&&£^ G a t t 
e f o s s eft) (2280mg) fc«jnU MWltzo ft&*l*ttfrtt«>$ ^40Ong£l#-tf 9 

&9 OCt»U*A't'^<n« (»a* :#';v>^7r^xi03 % 7o>fvMi 
8) (228mg) CG e 1 u c i r e 5 0/1 3 ($&£•> G a t t e f o s s eft) (205 
2mg) fcfcJnU m& OtJKlHitfc. #&tt*a#»K'fl:#*A (120mg) Sr^JOL, « 
#Lfc 0 #6tt*m-^«JOa^400ngS:1^9^>*7'*;v^lRL. Sfit2 4»IIft 

[0 0 5 1 ] 

-fb#»A (loomg) , mtK~?>sm : v vtxwLs 7U4> Yumm ( 

50Gtog) , ?xy« (lOQng) HJnUfim (30Qng) *JL#T?«^Lfc 0 ft^iS-MfcO 
5 % 2<»ng£tejEtf V l^fc (affilfttS) *fflir»T*T«U Sganott*!*ft£ 

£ifc«l 9 

-ffrfrWA (lOOmg) % fjtkvj/j* (ftftg : ?:/<; 7***101, 70^^ MiS) ( 
SOOng) . *x>» (lOOmg) jsJcWLtt (30Qng) *JL#Tfi-frLrt:. ft ft *«-£•$ <0 
3*2O0»oSr«|JE#>y3*^V*« (aflf»a«) *HV»TfT*U *fta»n«> 

%**I2 0 

-ffc^A (lOOmg) , HPC-L (BA3, B*Wit (*) ft) (SOOmg) % HPC-H ( 



C22) 
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H*Wjt (80 S) (30Qng) j^XXfir^ym (lOOmg) *3LftTiI# Lfc 0 
[0 0 5 2] 

tt#!BjA (300mg) , HPC-M m%,%, BXWM (80 ft) (400mg) jJ:Wiy| 
(300ng) *JL*-eftfrLfco * 6 ft* 9 *20ttagt«|JE*>y^ V*® («jff 

^JfE^ 2 2 

<k#%A (300mg) , .*hn-X90SH-4000 (jgn D p£, **Wb*n3lt (80 ft) 
(500ng) &£V?s.>m (200mg) *JL*T»frl,fc. #S>ft*iB#«iJ<a? %200ng*«| 

p£$fi#J 2 3 

ifc#«&A (300mg) % *hn~X90SH-4 000 €jHflSM« (80 ft) 

(250ng) , HPC-M (M£, H*Wjt OHO ft) (25Qng) £J:tf*x><® (200mg 

) £a#T-&#L*:o »&ft*«**©?*20Ci^«E#y:/£:/W** (11*1188 

) *J8v*TfTftU jfiCS8mno««4-#fco 
[0 0 5 31 

$1fetf2 4 

ft#*B (600mg) , ^ hn-X6 5 SH-4 0 0 0 (f&Ag, flMWbltxai (80 ft) 
(40Qng) % TC5-RW (iSS£> fclMfc^XJ* (80 ft) (SOQng) , *?y=. h~fr ( 
lSflwg) ii^fTV^S^^J/^A (2Qng) * Lfco #6ft*&Hka 

^ife'Pj 2 5 

(90Ong) „ j»hn-X65SH-400 #**fc£X* (80 ft) (6 

00mg) , TC5-RW «*ffe*X* (80 ft) (GOOng) > ^V-J*-* (840 

mg) > JfeErRMfclfc (30mg) iiO'7f7')Vl^^-> , >A (30mg) fc&#Tfi#L 
tzo #^ftfta**o?%4ainB*flBE#^^rv^«-(31flWI«ft) &fflv>T*T&L 

^tfe'PI 2 6 

ft<£$B (450mg) , HPC-L B*WM (80 ft) (1020mg) , tfeHlS 

>fc& (15mg) JJi^rT^S^^i/^A (15mg) Lfco #feft*ttfr 

Wo^^^GGhsSrfliE*^^:^^* (ilW) *fflv>T*FftU tf#]M>«W 

[0 0 5 4] 

l^iSM 2 7 

tt&mB (450mg) .Polyox WSR303 (igq a n£x 3--* y Kttft) 
(150mg) , TC5-RW (R£«« flttMk^XIfc (80 ft) (45Cmg) ,v>-F^( 
42Qng) % SfeH-»-fK«fe (35ng) tst&xf-TV & (15mg) 

#Lfc e #^»ft*S#^^^40Qng*fftH^^^7'^^« (SWft&ft) *JBV*T*T 

^J^^J 2 8 

<fc#»B (45Qng) , *hn-X60SH-4000 (KA«, #Mft^X* (80 ft) 

(150mg) N TC5-RW (iSa a a£, MiSHk^X^ (80 ft) (450mg) % v5"xf-* ( 
42Qng) , 5t-feH=M& (35mg) ^l^frV>*^^A (15mg) *9L*T»« 
£-Lfc 0 #fcft**^«$%*0W*ffi#:'7J*7VX* (SUffiC) */Bv>TfT 

*JS«2 9 

ft*»B (450mg) % *ho-X90SH-4000 (IffA^ ^j&fb^X* (80 ft) 
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(225rog) % TC 5-RW <Bfi«, fcfcfll*!* <*) ft) (375rag) , >?>-h-A> ( 
42Qng) % StfeHUgHklfc (15mg) fei^fT'JVlv^^A (15mg) £?L#Til 
<&bfc<, #^*t*m^O'5^40QngS'^JE^>'^7'P^a (SflffilSSft) *fflv*T*r 

[0 0 5 5] 

.&M3 0 

tt^&B (90Cmg) , ^n-X60SH-50 (ff&«, #3fcfb£lHt <*) ft) (120 
Omg) % (84Qng) , Jt-feH-ft-ffeft (30mg) &IVXt 7 'J ^Svn->-) 

A (30mg) MLI|rtf*frLfc. #fe*t*iB#»O^*400ingtJiliJEjK>^3jtyi/^« (S 
tfftttft) *J8wnT*U SSUimW«*|*#fe 0 
$ttt)3 1 

<k^©B (450mg) , ^hn-X90SH-4 0 0 m&%. ^Mit^XM (*) ft) (3 
OOmg) , TC 5 -RW (fffi«, ^S-fb^X^ (*) ft) (300mg) , v>-h-/u (420 
mg) > HfeHZlSMkfc (15mg) £ J;r/*-f T l J A (15mg) fca&T&^L 

tzo nhtlZ&&®<r>l%4O0m9*M]£#>zr$,7l>Z® (affiftftft) *fflV>T*T«L 

^ife'W 3 2 

-ftefcB (45Qng) % ^u-X65SH-50 (ft£«* «JMfc£lft (ft) ft) (600 
mg) % (420mg) , Hfe==SMkft (I5mg) fcirj^xTU 

A (15mg) 4rJL#-C»#L* 0 %4O0agiHti£#>7*'7 WA« <M 

BfiW&ft) *fflv>T*T$IU M&mw>&M*®t:o 
[0 0 5 6] 
^JS'PS 3 3 

ft-£&B (450mg) % ^D-X90SH-100 (S» a a«x flftfl:*!* (#) ft) (6 
OOmg) , (42Qng) % JtfeHUBMttt (15mg) £ Jrtf*r7U >8v^^-/ 

*A (15mg) # £ *U> ig-^&O? 5400rng£?ftEE^ ( 

amiftft) *jBv>T*r*u &#iiimw)&aj£&fc 0 

-fk-^B (450ng) % > ho-X6 5 S H- 1 5 0 0 (jSq°»^ 4MMfc*IJII («t) ft) 

(225mg) , TC 5-RW (Sfi«. «Mt*IHI («0 ft) (375mg) , v^h-* ( 
42Qng) N JM&H=flMfcft (15mg) T'J^n^A (15mg) *JL#Tft 

£-Lfc 0 #^ii*S#iKl^d^40Qng^j£^>^7'V^a GatfWKft) t«v»TW 

-fk^B (900mg) , * bn-X9 0 SH- 4 0 0 ffiS>%, «*ffc*Ift (1*) ft) (4 
50mg) , * hn-X6 0 SH-5 0 (iSa a a£> #&<k^X2fc (#) ft) (1200mg) , v> 
- h-* (390mg) , Jt-fe=z:iMb« (30mg) jjl^fTT/I^^A (30mg) 

*J8wc*TftU ®aumn^«yaSr»fco 
[0 0 5 7] 
^ifi'PS 3 6 

-ffc#*B (419Qng) , ^ h.n-X90 SH-3 0 0 0 0 4f&<k^X^ (*) ft 

) (8OO0mg) , > hn-XSB-4 (ffA«^ €tMk*Illt (#) ft) (2000mg) , ft A 
•om-* (2000ng) , v^h-jp (3570ng) , flfeHrftftft (4Qng) *IVX*T 
V>Sv^5")A (200mg) *JH»fC«-6-U*:. ^ SO0mgSrfftBE>K> 

(SBftffttft) fcfflwtfiTftU ®#Umwo«feW*«feo 

^Ife^i 3 7 

^•e-WB (2095mg) , > hn-X9 0 SH- 1 0 0 0 0 0 #*frffe*Illt (*) 

ft) (2000ing) , HA***-* (2000ng) , 7Vih* (3785mg) , jtfe=X«>fkfc 
(20ng) iJi^try^m^A (lOOmg) ^JLHt-efi'frLifco f§^>*t*S#«J 
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^Sfe^W 3 8 

^ffc^B (104.7mg) , y h D-X9 OSH-4000 (ign a B^ mfrfl&X* (#) 
) (116.6mg) , *S*-fc*u-;* (33.3mg) , (71.8mg) £ J: 7; r 7 > 

S^^->->a (6.6mg) $-#tf 33^4^^*, «iO»ftTWLfc, 
[0 0 5 8] 
1 

HJ^fjPT^^fAT'n^ K (C TAB) £#B^JS:frJiSii*&8:&-?fc (JUT, 
CTAB^B^r^tB&|E1-2») 5 0 OmU ®$c& 1 0 0 r pm) £firofc 0 US** 

i: C % > lOj^^^fll ^9996 o „ 
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[0 0 5 9 ] 
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& [£2] fcMRf^LT, #««l©l!5WCov»T|Bl«IOilPiBI*K*!fo 

fc £ % . 10&^<Oi§tti^^ t 100%T* o fc 0 
[£2] 
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3 

*%w<r>mm<r>to.m<py^7f-*J)i"<'7*y-'ew (dpp-iv) rmmsis* 

I"**?^ ISJfcflJl 3T»fe*Wl«j«llli, *4V»li*lt«13T#fe*lft««l«*J: 
tf##W i -eft ^tt^fijH 1 -Bfc*8£ Lfc e- *>*KfcP£* Lfc. JS^rt&tf 

«*fco. 5, is 2> 4, 8»w§»r«rjawft*fetMiL, #^#Lfc^«;>jii*«t»o 

DPP-IV^fc&TO J: -9 K UT«Jjg Lfco 

KJ6ttW*> K (R a ymo n d) (N7^f^ - X (Di abetes 

) x 4 7*. 1 2 5 3 - 1 2 5 8*, 1 9 9 8#) 9 6 Ky-fc-fV- b£fflV>T 

3 CCT^ttLnro 7K7 1 M h U ^-jftKSirtt ( P H 7 . 5) lO^LK. 1 

mM?Vi/)l" ^D'J^-p--fD7-'J K(G 1 y-P r o-p-NA I /ty^Att 

o o flm^wi^o *v» 

BSKJ&*IMftUfc« 0*WJ5jciPli«m^tt3l&*v4*n:/l/- hy-*r- (jga 
£ : v^f-***:' ^OD^fO^ £fflV>T&:B4 0 5 n 

m-?si£u -e^ira (aods) ***>fco mmz, mM®*n&K&&LL, muLtzM 
3fcKoJiAD (AODb) *^«e>s g*i£4flr*i o o%t-r*Dpp-iv^taM»*mi4* 

, tWst : [ (AODs -AODb) / (AODc -AODb) ] x l 0 0 
KJDfHSLfco ES?3] tc^-to DPP-3V»tt«W\ ¥*&ffi±#*«3H 

(n = 3 ) i^-to 

[«3] 



DPP-IV?t14 (%) 



0 100± 0 100± 0 
0.5 85± 2 37±23 

1 70±18 22± 3 

2 60±14 28± 5 
4 59±13 45± 7 
8 72± 4 63± 8 



[^3] jj* mmwri-?®t>iit:*%w<D®immitt, #«3-i$**v>«#fl] 

P- IV(a#fS14Sr 28& v> L 78%teT * £ t * & £ * * *<> 
[0 0 6 1] 

*Jfcfl)7fcJ:tf2 l-?#£>4ifc#$&JUov>Tx ttt&ttll (^*K^, B#K5 
JB£lMttttt&*--* (&T> B^-^tB&ISi-i.) 5 0 OmU B4Eft 1 OOrpm) 
Srffofco ?§m7a«:CTAB^BJi-7S[i:-raWHUIBi:TOK: LT, gififll 
7**^2 l-C#^>tL^#«SJ^#tB^*=ffo/: 0 «SJH*-e*L-e*L [*4] iS*V [£ 
5] tc^c-^ 0 
[*4] 



m&m (96) 



0 0 0 

1 35 40 

2 52 58 
4 81 83 
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6 105 103 

[*5] 
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[£4] &tv ess] %mt. (**>m nfmKM* *m<»®fo&m) 

[0 0 6 2] 
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(51)Int.C1. 7 



A 6 1 P 43/00 
C 0 7 D 217/24 
C0 7D 217/26 
C07D 277/04 



A 6 1 P 43/00 
C0 7D 217/24 
C 0 7 D 217/26 
C07D 277/04 



1 1 1 



C72)«l»# if 

&m&m*>*#>m% itbi - 10-509 

rtB^«ffiiWaB4Ta 16-61 

(72)£98# aw 

^EIff^lErfiiS;i|K»riS2TS-6 - 2 8-1513 
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ZOO ZC35 



